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optionally substituted by from 1 to 3 substituents selected from halogen, GvC 6 alkyl, d-C 6 
alkoxy, -N0 2 , -NH 2 , -CN, -CF 3 , or -OH; 
or a moiety of the formulae: 




Re is selected from H, d-C 6 alkyl, Ci-C 6 alkdxy, -C(0)CH 3 , phenyl, -O-phenyl, benzyl, 
-O-benzyl, the phenyl and benzyl rings of these groups being optionally substituted by from 1 
to 3 substituents selected from halogen, d-C 6 a^kyl, d-C 6 alkoxy, -N0 2 , -NH 2 , -CN, -CF 3 , or 
-OH; 

R 7 is selected from -(CH 2 ) n -COOH, -GCH 2 ) n -N-(d-C 6 alkyl) 2 , -(CH 2 ) n -NH-(d-C 6 alkyl), 
-CF 3 , d-Ce alkyl, C 3 -C 5 cycloalkyl, d-© 6 alkoxy, -NH-(d-C 6 alkyl), -N-(d-C 6 alkyl) 2 , 
pyridinyl, thienyl, furyl, pyrrolyl, quinolyl, GCH 2 ) n phenyl, phenyl.-O-phenyl, benzyl, -O-benzyl, 
adamantyl, or morpholinyl, -(CH 2 ) n -phenVI-0-phenyl, -(CH 2 ) n -phenyl-CH 2 -phenyl, -(CH 2 ) n -0- 
phenyl-CH 2 -phenyl, -(CH 2 ) n -phenyl-(0/CH 2 -phenyl) 2 ,the rings of these groups being 
optionally substituted by from 1 to 3 slubstituents selected from halogen, d-C 6 alkyl, d-C 6 
alkoxy, -NH 2 , -N0 2 , -CF 3 ,C0 2 H, or -OH; 

R 2 is selected from H, halogen, -CF 3 , -OH, -Ci-Ci 0 alkyl, d-C 10 alkoxy, -CHO, -CN, - 
N0 2f -NH 2 , -NH-Ci-Ce alkyl, -N(c/-C 6 alkyl) 2 , -N-S0 2 -d-C 6 alkyl, or -S0 2 -d-C 6 alkyl; 

Ra is selected from H, yCF 3 , d-C 6 lower alkyl, d-C 6 lower alkoxy, C 3 -C 10 cycloalkyl, 
-d-C 6 alkyl, -C 3 -C 10 cycloalk^, -CHO, halogen, (CH 2 ) n C(0)NH 2 or a moiety of the formula - 
L 1 -M 1 : 



L 1 indicates a linking or bridging group of the formulae -(CH 2 )„-, -S-, -O-, 
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-C(O)-, -(CH 2 ) n -C(0)-, -(CH 2 ) n -C(0)-(CH 2 ) n -, -(CH 2 ) n -0-(CH 2 ) n -, or/-(CH 2 ) n -S-(CH 2 )n-, 
C(0)C(0)X, -(CH 2 ) n -N-(CH 2 ) n -; / 

M 1 is selected from the group consisting of: / 

a) H, d-C 6 lower alkyl, d-C 6 lower alkoxy, {5 3 -C 10 cycloalkyl, phenyl, and 
benzyl, the cycloalkyl, phenyl and benzyl rings being optionally substituted by from 1 to 3 
substituents selected from halogen, d-C 10 alkyl, d-C 10 j/koxy, -N0 2 , -NH 2 , -CN, and -CF 3 , 
with the proviso that M 1 cannot be H when L 1 is -O-; / 

b) a five-membered heterocyclic ring containing one or two ring heteroatoms 
selected from N, S or O, the five-membered heterocyclic ring being optionally substituted by 
from 1 to 3 substituents selected from halogen, o(-C 10 alkyl, d-C 10 alkoxy, -N0 2 , -NH 2l -CN, 
or -CF 3 ; / 

c) a six-membered heterocyclic ring containing one, two or three ring 
heteroatoms selected from N, S or O, thef six-membered heterocyclic ring being optionally 
substituted by from 1 to 3 substituents selected from halogen, d-C 10 alkyl, d-Cio alkoxy, - 
CHO, -N0 2 , -NH 2 , -CN, -CF 3 or -OH; anfcl 

d) a bicyclic ring moiety containing from 8 to 10 ring atoms and optionally 
containing from 1 to 3 ring heterpatoms selected from N, S or O, the bicyclic ring moiety 
being optionally substituted by from 1 to 3 substituents selected from halogen, Ci-C 10 alkyl, 
d-do alkoxy, -CHO, -N0 2 , -Nlfl 2 , -CN, -CF 3 or -OH; 

R4 is selected from the group of d-C 6 lower alkyl, d-C 6 lower alkoxy, -(CH 2 ) n -C 3 -C 6 
cycloalkyl, -(CH 2 ) n -S-(CH/)n-C 3 -C 5 cycloalkyl, -(CH 2 ) n -0-(CH 2 ) n -C 3 -C 5 cycloalkyl, or the 
groups of: / 

a) -(CH 2 ) n yphenyl-0-phenyl, -(CH 2 ) n -phenyl-CH 2 -phenyl, -(CH 2 ) n -0-phenyl-CH 2 - 
phenyl, -(CH 2 ) n -phen/l-(0-CH 2 -phenyl) 2 , or a moiety of the formulae: 
O O 

JL JK^ /(CH 2 W /(CH 2 W >{ 
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/(CH2)n\ /(CH 2 W Y 
Y. 



(CH 2 ) n 



o- 



(CH 2 )„« 



(CH2) n ^ 



Y, or 



wherein n is independently selected in each appearance as an integer from 0 to 3, Y is C 3 -C 5 
cycloalkyl, phenyl, benzyl, napthyl, pyridinyl, quinoj/l, furyl. thienyl or pyrrolyl; rings of these 
groups being optionally substituted by from 1 to i substituents selected from H, halogen, - 
CF 3 , -OH, -CVCe alkyl, C,-C 6 alkoxy, -NH 2 , -K0 2 or a five membered heterocyclic ring 
containing one heteroatom selected from N, S^>r O; or 

b) a moiety of the formulae -(c/ 2 ) n -A, -(CH 2 ) n -S-A, or -(CH 2 ) n -0-A, wherein A is 
the moiety: 




wherein 

D is H, Ci-C 6 lower alkyl, &-C 6 lower alkoxy, or -CF 3 ; 

B and C are independently selected from phenyl, pyridinyl, furyl, thienyl, pyrimidinyl 
or pyrrolyl groups, each optionally substituted by from 1 to 3, substituents selected from H, 
halogen, -CF 3 , -OH, -d-Ce alkyl, d-C 6 alkoxy, or -N0 2 ; or 



c) a moiety of trae formulae: 
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wherein Z is O or S and the phenyl and pyrimidinyl rings of each moiety are optionally and 
independently substituted by from 1 to 3 substituents selected from halogen, -CF 3 , -OH, -d- 
C 6 alkyl, Ci-Ce alkoxy, -NH 2 , o/-N0 2 ; or 



d) a moiety of tbfe formula -L 2 -M 2 , wherein: 



L 2 indicates a linking or bridging group of the formulae -(CH 2 ) n -, -S-, -O-, 
-S0 2 -, -C(O)-, -(CH 2 ) n -</(0)-, -(CH 2 ) n -C(0)-(CH 2 ) n -, -(CH 2 ) n -0-(CH 2 ) n -, or -(CH 2 ) n -S-(CH 2 ) n -, - 
C(0)C(0)X; 
where X = O, N 

M 2 is selected from the group of C^-Ce lower alkyl, C^-Ce lower alkoxy, C 3 -C 10 
cycloalkyl, phenyl or benzyl, the cycloalkyl, phenyl or benzyl rings being optionally 
substituted by from 1 to 3 substituents selected from halogen, C1-C10 alkyl, (Vdo alkoxy, - 
N0 2 , -NH 2 , -CIS|( or -CF 3 ; or 

i) I a five-membered heterocyclic ring containing one or two ring heteroatoms 
selected from N, S or O, the five-membered heterocyclic ring being optionally substituted by 
from 1 to 3 Substituents selected from halogen, d-Cio alkyl, d-do alkoxy, -N0 2 , -NH 2 , -CN, 
or -CF 3 ; or; 
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ii) a six-membered heterocyclic ring containing one/ two or three ring 
heteroatoms selected from N, S or O, the six-membered heterocyclic ring being optionally 
substituted by from 1 to 3 substituents selected from halogen, d^C^ alkyl, d-C 10 alkoxy, - 
CHO f -N0 2 , -NH 2 , -CN, -CF 3 or -OH; or 

iii) a bicyclic ring moiety containing from 8 to AO ring atoms and optionally 
containing from 1 to 3 ring heteroatoms selected from N, or O, the bicyclic ring moiety 
being optionally substituted by from 1 to 3 substituents sheeted from halogen, Ci-C 10 alkyl, 
Ci-C 10 alkoxy, -CHO, -N0 2 , -NH 2 , -CN, -CF 3 or -OH; 

n is an integer from 0 to 3; 



R 5 is a moiety selected from the formulae /L 3 -M 3 



wherein L 3 is a bridging or linking moiety selected from a chemical bond, -(CH 2 ) n -, -S-, -O-, - 
SO,-, -C(O)-, -(CH 2 ) n -C(0)-, -(CH 2 ) n -C(0)/cH 2 ) n -, -(CH 2 ) n -0-(CH 2 ) n -,-(CH 2 ) n -S-(CH 2 ) n -, - 
C(Z)-N(R6)-, -C(Z)-N(Re)-(CH 2 ) n -, -C(0)-C^)-N(R6)-, -C(0)-C(Z)-N(R6)-(CH 2 ) n -, -C(Z)-NH- 
S0 2 -, -C(Z)-NH-S0 2 -(CH 2 ) n -, -(CH 2 )n-S-(pH 2 ) n -, -(CH 2 ) n -SO-(CH 2 ) n -, -(CH 2 ) n -S0 2 -(CH 2 ) n -, or 
-(CH 2 ) n -CH=CH-(CH 2 ) n -0-; 
M 3 is 

(CH 2 ) n COOH 




and n is an integer from 0 to 3; 

R 9 is selected from/H, halogen, -CF 3 , -OH, -COOH, -(CH 2 ) n -COOH, 
-(CH 2 ) n -C(0)-COOH, -Ci/C 6 alkyl, -0-d-C 6 alkyl, -NH(d-C 6 alkyl), or -N(d-C 6 alkyl) 2 ; 
n is an integer fronryO to 3; 

or a pharmaceuticals acceptable salt thereof. 

2 (Twice Amended). A compound of Claim 1 wherein: 

R t and RJare independently selected from H, halogen, -CF 3 , -OH, -d-Cio alkyl, -S- 
d-C 10 alkyl, d-C 10 alkoxy, -CN, -N0 2l -NH 2 , -HN(d-C 6 ), -N(Ci-C 6 ) 2 , phenyl, -O-phenyl, -S- 
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phenyl, benzyl, -O-benzyl, or -S-benzyl, the phenyl and benzyl rings /f these groups being 
optionally substituted by from 1 to 3 substituents selected from hajpgen, d-C 6 alkyl, d-C 6 
alkoxy, -N0 2> -NH 2 , -CN, -CF 3 , or -OH; 

M 1 is selected from: H, d-C 6 lower alkyl, d-C 6 lower^lkoxy, C3-C10 cycloalkyl, 
phenyl and benzyl, the cycloalkyl, phenyl and benzyl rings being optionally substituted by 
from 1 to 3 substituents selected from halogen, d-C 10 alkvK d-do alkoxy, -N0 2 , -NH 2 , -CN, 
and -CF 3 , with the proviso that M 1 cannot be H when L 1 isf -O-; 

R4 is a moiety of the formulae -(CH 2 ) n -A, -(9H 2 ) n -S-A, or -(CH 2 ) n -0-A, wherein A is 
the moiety: 



D 



B 



wherein 

D is H, d-C 6 lower alkyl, d-<V lower alkoxy, or -CF 3 ; 

B and C are independently selected from phenyl, pyridinyl, furyl, thienyl, pyrimidinyl 
or pyrrolyl groups, each optionally substituted by from 1 to 3 substituents selected from H, 
halogen, -CF 3) -OH, -d-C 6 alkyl, c/-C 6 alkoxy, or -N0 2 ; 
or a pharmaceutical^ acceptable^alt thereof.^ 




4 (Twice Amended). A compound of Claim 1 wherein: 

R4 is selected from the group of d-C 6 lower alkyl, d-C 6 lower alkoxy, -(CH 2 ) n -C 3 -C 6 
cycloalkyl, -(CH 2 ) n -S-(CH 2 ) n -C 3 -C 5 cycloalkyl, -(CH 2 )n-0-(CH 2 ) n -C3-C 5 cycloalkyl, or the 
groups of: 

a) a moiety of the formulae -(CH 2 ) n -A, -(CH 2 ) n -S-A, or -(CH 2 ) n -0-A, wherein A is 
the moiety: 



D 




B 



wherein 
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D is H, d-C 6 lower alkyl, d-C 6 lower alkoxy, or -CF 3 ; 

B and C are independently selected from phenyl, pyridinyl, furyl, thienyl, pyrimidinyl 
or pyrrolyl groups, each optionally substituted by from 1 to 3, substituents selected from H, 
halogen, -CF 3 , -OH, -d-C 6 alkyl, d-C 6 alkoxy, or -N0 2 ; or 

b) a moiety of the formula -L 2 -M 2 , wherein L 2 and M 2 are as defined in claim 1 ; 
or a pharmaceutical^ acceptable salt thereof. 

5 (Twice Amended). A compound of Claim 1 wherein: 
R r is H; 

R4 is selected from the group of d-C 6 lower alkyl, d-C 6 lower alkoxy, -(CH 2 )n-C 3 -C 6 
cycloalkyl, -(CH 2 )n-S-(CH 2 )n-C3-C5 cycloalkyl, -(CH 2 ) n -0-(CH 2 ) n -C 3 -C 5 cycloalkyl, or a moiety 
of the formulae -(CH 2 ) n -A, -(CH 2 ) n -S-A, or -(CH 2 ) n -0-A, wherein A is the moiety: 

/ c 

B 

wherein 

D is H, Ci-C 6 lower alkyl, d-C 6 lower alkoxy, or -CF 3 ; 

B and C are independently selected from phenyl, pyridinyl, furyl, thienyl, pyrimidinyl 
or pyrrolyl groups, each optionally substituted by from 1 to 3, substituents selected from H, 
halogen, -CF 3 , -OH, -d-C 6 alkyl, d-C 6 alkoxy, or -N0 2 ; 

or a pharmaceutical^ acceptable salt thereof. 

6 (Twice Amended). A compound of Claim 1 wherein: 

R, is selected from H, halogen, -CF 3( -OH, -d-do alkyl, -S-d-C 10 alkyl, d-C 10 
alkoxy, -CN, -N0 2 , -NH 2f -HN(d-C 6 ), -N(d-C 6 ) 2 , phenyl, -O-phenyl, -S-phenyl, benzyl, -O- 
benzyl, -S-benzyl, the phenyl and benzyl rings of these groups being optionally substituted 
by from 1 to 3 substituents selected from halogen, d-C 6 alkyl, d-C 6 alkoxy, -N0 2 , -NH 2 , - 
CN,-CF 3 , or -OH; 

or and R r are independently a moiety of the formulae: 
or a moiety of the formulae: 
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R 6 and R 7 are as defined in claim 1 ; 



R 3 is selected from H, -CF 3 , d-Ce lower alkyl, d-C 6 lower alkoxy, C 3 -C 10 cycloalkyl, 
-CrC 6 alkyl, -C 3 -C 10 cycloalkyl, -CHO, halogen, (CH 2 ) n C(0)NH 2 or a moiety of the formula - 
L 1 -M 1 : 

L 1 indicates a linking or bridging group of the formulae -(CH 2 ) n -, 
-C(O)-, -(CH 2 ) n -C(0)-, -(CH 2 ) n -C(0)-(CH 2 ) n -, -(CH 2 ) n -0-(CH 2 ) n -, or -(CH 2 ) n -S-(CH 2 ) n -, 
C(0)C(0)X, -(CH 2 ) n -N-(CH 2 ) n ; 

M 1 is selected from H, the group of d-C 6 lower alkyl, Ci-C 6 lower alkoxy, C 3 -C 10 
cycloalkyl, phenyl or benzyl, the cycloalkyl, phenyl or benzyl rings being optionally 
substituted by from 1 to 3 substituents selected from halogen, d-do alkyl, d-do alkoxy, - 
N0 2 , -NH 2 , -CN, or -CF 3 ; 

R4 is selected from the group of d-C 6 lower alkyl, d-C 6 lower alkoxy, -(CH 2 ) n -C 3 -C 6 
cycloalkyl, -(CH 2 ) n -S-(CH 2 ) n -C 3 -C 5 cycloalkyl, -(CH 2 ) n -0-(CH 2 ) n -C 3 -C 5 cycloalkyl, or a moiety 
of the formulae -(CH 2 ) n -A, -(CH 2 ) n -S-A, or -(CH 2 ) n -0-A, wherein A is the moiety: 

/ c 

B 

wherein 

D is H, Ci-C 6 lower alkyl, d-C 6 lower alkoxy, or -CF 3 ; 
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